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Abstract (Basic) : ZA 9603433 A 

gem-Diol esters of formula R10-CHR3-OR2 (I) are new. Rl = acyl gp. 
derived from a 16-30C fatty acid contg. two or more cis or trans double 
bonds, partic. an n-6 or n-3 series essential fatty acid or *conjugated* 
linoleic acid (cLA) or columbinic acid (CA) or parinaric acid; R2 = Rl or 
any other nutrient, drug or bioactive residue; R3 = H or hydrocarbyl opt. 
contg. heteroatoms, pref. alkyl, partic. 1-4C alkyl. 

USE - (I) where Rl = acyl derived from gamma linolenic acid (GLA) or 
dihomo gamma linolenic acid (DGLA) and R2 = acyl derived from GLA, DGLA, 
stearidonic acid (SA) , eicosapentaenoic acid (EPA) , *docosahexaenoic* 
*acid* (*DHA*), cLA or CA are useful as food components, nutritional 
supplements, food additives, components of clinical nutrition prods, for 
enteral or parenteral admin, and cosmetic components, esp. for treating (a) 
complications of diabetes, esp. neuropathy and retinopathy; and improvement 
of responses to insulin in diabetes and pre-diabetes; (b) cancers'; (c) 
osteoarthritis; (d) rheumatoid arthritis; (e) other inflammatory and 
auto-immune diseases e.g. Sjogren's syndrome, systemic lupus, ulcerative 
colitis, Crohn' s disease and uveitis; (f) respiratory diseases e.g. 
asthma; (g) neurological disorders e.g. multiple sclerosis, Parkinson's 
disease and Huntington' s chorea; (h) renal and urinary tract disorders; 
(i) cardiovascular disorders,* (j) degenerative diseases of the eye e.g. 
retinitis pigmentosa and senile macular degeneration; (k) psychiatric 
disorders including schizophrenia, Alzheimer's disease, attention deficit 
disorder, alcoholism and depression; (1) prostatic hypertrophy and 
prostatitis; (m) impotence and male infertility; (n) mastalgia; (o) male 
pattern baldness; (p) osteoporosis; (q) dermatological and allergic 
disorders; (r) dyslexia and other learning disabilities; and <s) cancer 
cachexia. (I) where Rl = acyl derived from GLA, DGLA, arachidonic acid 
<AA) , SA, cLA, EPA or *DHA* and R2 = one of the following agents are useful 
for treating any disease esp. the following disorders, and other uses 
mentioned: (a) tryptophan for psychiatric, neurological, behavioural, pain 
and other disorders and esp. depression, sleep and migraine; <b) 
phenylalanine for depression, multiple sclerosis and chronic fatigue 
syndrome; (c) arginine for diseases in which the production of nitric oxide 
is defective; (d) carnitine or carnitine derivs. for muscle weakness, 
cardiac failure, chronic fatigue syndrome, Alzheimer's disease, and 
peripheral neuropathies; (e) any other amino acid or related substance or 
aminolevulinic acid or deriv. thereof for cancers; (f) adenylosuccinate or 
related substances for muscular dystrophy , cardiac failure, chronic 
fatigue and Alzheimer* s disease and other dementias; (g) aspirin, 
salicylic acid, indomethacin, ibuprofen, or any other non-steroidal 
anti- inflammatory drug for inflammatory disorders or pain, of Alzheimer's 
disease and other dementias and of any disease in which platelet 
aggregation should be inhibited; (h) any antibiotic for the treatment of 
any appropriate infectious disease but esp. tetracycline, -clindamycin, 
minocycline, chlortetracycline and erythromycin for the treatment of acne; 
(i) any antimalarial or anti -protozoal drug esp. chloroquine, mepacrine, 
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guinacrine and mefloquine for the treatment of malaria, protozoal 
disorders, inflammatory disorders and schizophrenia; (j) any antifungal 
drug esp. metronidazole and antifungal imidazoles and nitroimidazoles and 
amphotericin for the treatment of fungal infections of various types; (k) 
any anti- inflammatory steroid esp, hydrocortisone and betamethasone for the 
treatment of skin disorders and beclomethasone and budesonide for the 
treatment of asthma; (1) any gonadal steroid esp. oestrogens and 
progestogens for the treatment of ovarian deficiency and osteoporosis and 
androgens for the treatment of testicular deficiency; (m) any adrenal 
steroid esp. dehydroepiandrosterone for the treatment of disorders 
associated with ageing; (n) any retinoid esp. tretinoin and isotretinoin 
for the treatment of dermatological disorders and for use in skin care ; 
(o) any anticancer agent for the treatment of cancer; (p) any antipsychotic 
agent for the treatment of schizophrenia and other psychoses; (q) any 
antidepressive agent for the treatment of depression; (r) any anti-anxiety 
agent esp. for the treatment of anxiety and panic attacks; (s) any 
immunosuppressive agent esp. cyclosporine and tacrolimus for the control of 
immunity after organ transplantation and for the treatment of autoimmune 
and inflammatory disorders including psoriasis, eczema, asthma, rheumatoid 
arthritis and inflammatory bowel disease; (t) any proton pump inhibitor or 
H2 antagonist esp. diseases associated with excess gastric acid production 
or reduced defences against gastric acidity; (u) any diuretic to treat 
fluid retention and hypertension; (v) any calcium antagonist or angiotensin 
converting enzyme inhibitor or beta blocker to treat cardiovascular 
disease; (w) antiepileptic drug esp. phenytoin, carbamazepine or 
lamotrigine to treat epilepsy; (x) any hypolipidaemic agent esp. fibrates 
and statins for cholesterol lowering; (y) any oral hypoglycaemic for 
diabetes management; (z) any bisphosphonates for management of osteoporosis 
or Paget 1 s disease; (aa) any contrast agents for radiology; (bb) any 
peptide or protein for treatment using these diseases. 

ADVANTAGE - Transport through lipid membranes, e.g. of cells, of the skin 
or the blood-brain barrier, is enhancedDwg . 0/0 
ZA 9603433 A 

gem-Diol esters of formula R10-CHR3-OR2 (I) are new. Ri = acyl gp. 
derived from a 16-30C fatty acid contg. two or more cis or trans double 
bonds, partic. an n-6 or n-3 series essential fatty acid or *conjugated* 
linoleic acid (cLA) or columbinic acid (CA) or parinaric acid; R2 = Rl or 
any other nutrient, drug or bioactive residue; R3 - H or hydrocarbyl opt. 
contg. heteroatoms, pref. alkyl, partic. 1-4C alkyl . 

USE - (I) where Rl = acyl derived from gamma linolenic acid (GLA) or 
dihomo gamma linolenic acid (DGLA) and R2 = acyl derived from GLA, DGLA, 
stearidonic acid (SA) , eicosapentaenoic acid (EPA) , *docosahexaenoic* 
♦acid* (*DHA*), cLA or CA are useful as food components, nutritional 
supplements, food additives, components of clinical nutrition prods, for 
enteral or parenteral admin, and cosmetic components, esp. for treating (a) 
complications, of diabetes, esp. neuropathy and retinopathy; and improvement 
of responses to insulin in diabetes and pre-diabetes ; (b) cancers; (c) 
osteoarthritis; (d) rheumatoid arthritis; (e) other inflammatory and 
auto-immune diseases e.g. Sjogren's syndrome, systemic lupus, ulcerative 
colitis, Crohn 1 s disease and uveitis; (f) respiratory diseases e.g. 
asthma; (g) neurological disorders e.g. multiple sclerosis, Parkinson's 
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disease and .Hun ting ton' s chorea; (h) renal and urinary tract disorders; 
(i) cardiovascular disorders; (j) degenerative diseases of the eye e.g.' 
retinitis pigmentosa and senile macular degeneration; (k) psychiatric 
disorders including schizophrenia, Alzheimer's disease, attention deficit 
disorder, alcoholism and depression; (1) prostatic hypertrophy and 
prostatitis; (m) impotence and male infertility; (n) mastalgia; (o) male 
pattern baldness; (p) osteoporosis; (q) dermatological and allergic 
disorders; (r) dyslexia and other learning disabilities; and (s) cancer 
cachexia. (I) where Rl = acyl derived from GLA, DGLA, arachidonic acid 
(AA) , SA, cLA, EPA or *DHA* and R2 = one of the following agents are useful 
for treating any disease esp. the following disorders, and other uses 
mentioned: (a) tryptophan for psychiatric, neurological, behavioural, pain 
and other disorders and esp. depression, sleep and migraine; (b) 
phenylalanine for depression, multiple sclerosis and chronic fatigue 
syndrome; (c) arginine for diseases in which the production of nitric oxide 
is defective; (d) carnitine or carnitine derivs. for muscle weakness, 
cardiac failure, chronic fatigue syndrome, Alzheimer's disease, and 
peripheral neuropathies; (e) any other amino acid or related substance or 
aminolevulinic acid or deriv. thereof for cancers; (f) adenylosuccinate or 
related substances for muscular dystrophy , cardiac failure, chronic 
fatigue and Alzheimer 1 s disease and other dementias; (g) aspirin, 
salicylic acid, indomethacin, ibuprofen, or any other non-steroidal 
anti- inflammatory drug for inflammatory disorders or pain, of Alzheimer's 
disease and other dementias and of any disease in which platelet 
aggregation should be inhibited; (h) any antibiotic for the treatment of 
any appropriate infectious disease but esp. tetracycline, clindamycin, 
minocycline, chlortetracycline and erythromycin for the treatment of acne; 
(i) any antimalarial or anti -protozoal drug esp. chloroquine, mepacrine, 
quinacrine and mefloquine for the treatment of malaria, protozoal 
disorders, inflammatory disorders and schizophrenia; (j) any antifungal 
drug esp. metronidazole and antifungal imidazoles and nitroimidazoles and 
amphotericin for the treatment of fungal infections of various types; (k) 
any anti- inflammatory steroid esp. hydrocortisone and betamethasone for the 
treatment of skin disorders and beclomethasone and budesonide for the 
treatment of asthma; (1) any gonadal steroid esp. oestrogens and 
progestogens for the treatment of ovarian deficiency and osteoporosis and 
androgens for the treatment of testicular deficiency; (m) any adrenal 
steroid esp. dehydroepiandrosterone for the treatment of disorders 
associated with ageing; (n) any retinoid esp. tretinoin and isotretinoin 
for the treatment of dermatological disorders and for use in skin care ; 
(o) any anticancer agent for the treatment of cancer; (p) any antipsychotic 
agent for the treatment of schizophrenia and other psychoses; (q) any 
antidepressive agent for the treatment of depression; (r) any anti-anxiety 
agent esp. for the treatment of anxiety and panic attacks; (s) any 
immunosuppressive agent esp. cyclosporine and tacrolimus for the control of 
immunity after organ transplantation and for the treatment of autoimmune 
and inflammatory disorders including psoriasis, eczema, asthma, rheumatoid 
arthritis and inflammatory bowel disease; (t) any proton pump inhibitor or 
H2 antagonist esp. diseases associated with excess gastric acid production 
or reduced defences against gastric acidity; (u) any diuretic to treat 
fluid retention and hypertension; (v) any calcium antagonist or angiotensin 
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converting enzyme inhibitor or beta blocker to treat cardiovascular 
disease; (w) antiepileptic drug esp. phenytoin, carbamazepine or 
lamotrigine to treat epilepsy; (x) any hypolipidaemic agent esp. fibrates 
and statins for cholesterol lowering;, (y) any oral hypoglycaemic for 
diabetes management; (z) any bisphosphonates for management of osteoporosis 
or Paget 1 s disease; (aa) any contrast agents for radiology; (bb) any 
peptide or protein for treatment using these diseases. 

ADVANTAGE - Transport through lipid membranes, e.g. of cells, of the skin 
or the blood-brain barrier, is enhanced. 
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